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(57) Abstract 

Medicinal compositions containing as the active ingredient pyrrole derivatives represented by general formula (1) or pharmaceutically 
acceptable salts thereof. In said formula, R 1 represents hydrogen or alkoxycarbonylamino; R 2 represents alkyl, optionally substituted aryl, 
optionally substituted heteroaryl, unsubstituted amino, monoalkylated amino, dialkylated amino or optionally substituted cyclic amino; R 3 
represents cyano or carbamoyl; R 4 represents hydrogen or alkyl; E represents alkylene; q is 0 or 1; and A represents methyl, optionally 
substituted aryl or optionally substituted heteroaryl. These compositions are useful as cyclooxygenase-2 inhibitors. 
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Z 2 *OC = OOj|^K!< 0 Ytt-CH 2 -, -O-, - S-Xtt>NR 9 ^ 
1~3©SE&££U n|*0~2tf>gj»££U p 0 Xl± 1 Sr|{t 0 ] 

(3)^7* (4)=hP, (S)T/l'=*i>'jJfr7$-jU^ (6)t KB*'>, (7)T^ = 
(*>i>57;V3ti'lt(l)^ny^, (2)T/V= *feS&£;ft-CVNT t> £^7 
U — -'^Xl4(3)T>»^=^•'>'OV^•ri^*»"t?a^$tlTV^■CfciV^„ ) , 
(8)-NHSO 2 R B2 &0f(9)-NR 83 R 84 *»?>>&S»^P> % l^-Xtt&ft 5 %><D& 1 

-O- (CH 2 ) t-O- ( t I41X«2 Sr^-To ) fc&LTfc.fcV^ 
R 82 tt, (l)T^^r/WXI±(2)T>'P^^-eg^$^-CV'»-Ct> J;v^T y -OuSr^-T,, 
R 83 , R 84 tefH-Xtt&fco-C» (I)tK^, (2)T^^r^Xtt(3)TV>'US:^-t-o X 

|*R 83 , R M \±M&-rZ*i b-n\Z%^>X S 7 mm<D&#T $ S ZmT. 
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(3)^T/, (4)= h P , (5)7;U = **>;t7;H}?=vK (6)t Kn*'>, (7)TyV = 
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R 95 , R 96 , R 91 tim-3UZ&tt:oX % (1)7*31, (2)A P y>, (3)An^y^g 
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-CH- "CH-CH- -CHrCH- 

CH 3 ^ CH2)T ^ CH 3 CH 3 



CH 3 

-C- ~(CH 2 >4- -CH~(CH 2 >2- -CHrCH-CH— 
CH 3 , , CH 3 , CH 3 

9H3 CH 3 
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CH 3 , CH 3 CH 3 , CH 3 , CH 3 
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(3) 2-7; / - 5 - (2, 5 - v?* n C7 - 3 - ->r / - 4 - > 
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(4) 2- ( n -^^-JVT %. / ) - 3 — *sT J - 5 - (4-7;>tn7i=;V) - 

(5) 2-7;/-3->7/-5-7i t° P - (^T, 5 V^ 9 ) , 

(6) 2-r5/-3- , >r;-5 - (4-xh^i/7x=;l/) - 4 -p» ^</i/fn 

(7) 2 -7$ /- 3 — 9 sTS - 5 - (4-7;VtB7i=/i') h'n— ^ 
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(9) 2-75/-3->7/-5- (2, 5 - i?7/U^-P 7 a - 4 - * 

±fB3t CD "C^it 5 *3§9Hfc ^BS^^WO96/40634-§-4i^lc|5ii$ 
Hfc^-fe K J: 0 m&-T 5 ^ i: # "C £ 5 „ 

2|51^f^ffl4^LT*3 0, £fc^4Ht{g;V^-e, Ifc^ 

*%y.teWmto^®$fiZ®&&t>^%i&<D&ft.*\Z.. mZ-tt 0.1-99.5%; 
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X 9 $:£:Lfct£, ^x&ffl v^rttftXft* looomg/kg <o«:#&-e&f&lttl::jg 

<&®il. <k£&2, <t&%>5. {t&®7 s RVHk&%>9 Sr-tn^tllS^Lfco 

1 *g200mg «F 

{t&Wa 1 20 mg 

=J — V^^ — ^ 88 mg 

i^^-fe^c — -X 80 mg 

*^jf?^rv'^f-/l't/VP-^*/Vv'!>A 10 mg 

mmmfcir^m i m g 

^f7!)^^">!>A 1 mg 

d © -e ®<g-5fc & fx<gfifeB l jib® 1 1- s „ 
-2iaws'jfcLT, ds^. mm. m. #efS3£, tt^nssu 
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tt(l)T;^=I^->•C@^*i^•CV^T>b J:v^T y (2)£5£ttM£ % X»i(3) 

(CH 2 )/ 

[5£*K z 1 , z 2 «p— xiiS*oT-cH 2 -Xf4>c=oS:^i- 0 -tab, z 1 , 

Z 2 &iO C = 0<D Si „ Y|i-CH 2 -, -O-, - S -3Ui>NR 9 £* 
l~3©g&£^U ntt0~2a>&&£3iu plioxilim. ] 
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As (3)^r/, (4)=bn, (S)T = (6)t Kn*«>, (7)T^ = 
(d»d»5T/W=^">tt(lV>ny^, (2)7^ = **>^©&£iXTV>-C 1 i>«fcV>T 

(8)-NHS0 2 R 82 &tf(9)-NR 83 R M A>e)££i$a»e>, l^-Xte&fcSfc©** 1 

-O- (CH 2 ) t-O- (tlilXtt2 4St, ) &^LTt>.fcl* 0 
R 82 l±, (i)T/w#>iOtl±(2)T>i'*A'T?BifcS*xTi/*Tt>-J:v*r y — frtc^ft a 
R 83 , R M «ia-Xrt[S*o-C, (l)*f(f, (2)T^dryUXtt(3)T^^Sr^i-o 3Z. 

ttR 83 , R M tt8ISt 5 N t -iHft^oT 5 IS- 7 li©S«7 5 y =Sr*t„ 
R 3 ttt/r J XI4* vw^-f ^Sr*i". 
R 4 tt*^ X 14 T A/ * A' * . 
EttT7HH':'**U q»4 0Xtt 1 

AH:, (l)**-*', <2)«*SixTV>Tt»J:v*Ty-AOttt<3)1Ml3ftTv^fc 
fc tttt, (l)AB^y; (2)^pyyt?e«i$lxTv>-ct> J^ta** 

As (3)f7V» (4)=hn, (5)7/1/3 A-j}?=As (6)t Kb**/, (7)T/w = 
(i»jJ>57^3*'/»(iyMiyv, (2)T^=*->-C«iftStlTV^-Ct>J;V>T 
y -^Xtt(3)7A- = =¥*>tf> V>"f JX^-Cg«l*tlTV^Tt«tV^ ) , 
(8)-NH S0 2 R 92 Xtf(9)-NR 93 R 94 J&»ibfc53$J&»k, Xtt&fc 5 

-O- (CH 2 ) u-O- ( u tt 1 XH: 2 ) Sr^LTt>«tV>o 

R 92 li, (l)T/^*/^XI4(2)ry^*^•C@m^i^TV^Tt>J:v^T y-yvSr^-To 
R 9 \ R^Hg-Xtt&ftoT, (I)tK^, (2)7**/VXIi(3)7*//u%*t. ' X 

fiR 9 \ R 94 ttl»^-r5Nfc-!!*J;:*oT5M8t~7mSroSi^T5 

A- (E) q, R 4 atftn^S©-I^H:-|llc4oT, 
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Xtt-O-, -S -Xtt>NR 90 &^-fa R 90 ttr/V^^Sr^i- o 
R 95 , R 96 , R 97 li^-XI*&fco-C, (2)/Nn^y, (3yNn^yef 

&£*L-CV>Tt>«kV'T-n'^K (4)^7/, (5)=bn, (6)T^= dr->*;u^=.^, 
10 (7)t Kn^r->, (8)7";u=J^r'> (i>*>5r/i'3 3r>>tt^P y^XftT/wrs =*->-C® 
&$;fr-c^Tt>«fcv> 0 ) , (9)-nhso 2 r 92 ( R 92 ttg(rlE t m C. ) RT* 

(10)-NR 93 R 94 (R 93 , R 94 «WI5t^C 0 ) *^*S^^biitfixS 0 

r 95 , r 96 » R 91 <D^?frfr2m<Dm&Lizm&m&-mzt£'3x. 

-O- (CH 2 ) u-O- ( u fctlltriS i: C. ) LT J: 
IS 2. R 1 ***^ R 2 #NH 2 , R 3 #f7/, R 4 ***^!** 3vK A;&Sfi&$ 

5 * p * f r^f— - £ - 2 REW^Rlo 
20 **Xtt*©IR*tt»cfF#**t5*tr#Sbl*»fc-r5^^ p** bf- 2 

(1) 2 —T 5 y - 3 -i/TJ - 5 - (2-7^P7i=;l') -4->f/H^P 

(2) 2-r5/-3-V7;-4->^-5-7x=:^lfP-;K 

2$ (3) 2-7? ;-S - (2, 5 o H7x=;l/) - 3 -*>T J - A - * 

\£ P — *K 

(4) 2- (n-^W5/) -3-->7/-5 - (4-7;PtP7x=;V) - 
4 f;Hfo- yu, 

(5) 2 -T 5 / - 3 —isT / - 5 -7i=/H^ P- >K 
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(6) 2-T5/-3 - */T / - 5 - (4 V *r->7 =. — ;W - 4 - > f P 

(7) 2-7$7-3—>7;-5- (4-7^P7x=M If a— >K 

(8) 2 - J?>f*7§ / - 3 - >T y - 5 - 7i-;W- 4 -p« f^fn- yW, 

(9) 2 -7 ^ / - 3 - s sT / - 5 - (2, 5-i/7;VtP7i=;l/) - 4 -> ^ 
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